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Nuss, John M.; Zhou, Xiaohui A. 
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PCT Int. Appl., 63 pp. 
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R7 




I 



CI II 



AB Bicyclic compds . I [W,X, Y, Z = (un) substituted C, N, S; n = 0-2; Arl, Ar2 
= (un) substituted aryl, aryloxy, arylamino, heteroaryl; R1-R4 = H, 

(un) substituted OH, alkyl, cycloalkyl, amino, acyl, aryl, heteroaryl; 
R11-R14 = H, (un) substituted alkyl; R5-R7 = H, OH, halo, C02H, N02 , CN, 

(un) substituted alkyl, cycloalkyl, heterocyclyl , alkoxy, aryl, acyl, 
acyloxy, amino, amido, amidino, imido, arylsulf onyl , arylsulf onamido] were 
prepd. for use in inhibiting the activity of glycogen synthase kinase 

(GSK3) in vitro and a treatment of GSK3 mediated disorders in vivo, such 
as diabetes, Alzheimer's disease and other neurodegenerative disorders, 
obesity, atherosclerotic cardiovascular disease, essential hypertension, 
polycystic ovary syndrome, syndrome X, ischemia, traumatic brain injury, 
bipolar disorder, immunodeficiency or cancer. Thus, the pyridopyrimidine 
II was prepd. from Me 4 -oxo-3 -piperidinecarboxylate in 7 steps. I have 
IC50 against GSK3 of .ltoreq. 1 .mu.M. 
IT 344958-30-1P 344958-31-2P 344958-32-3P 
344958-35-6P 344958-38-9P 344958-43-6P 
344958-44-7P 

RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(prepn. of pyridopyrimidines as inhibitors of glycogen synthase kinase 

3) 

RN 344958-30-1 CAPLUS 

CN 1, 2-Ethanediamine, N- [4- (2 , 4 -dichlorophenyl ) -5,6,7, 8 -tetrahydropyrido [4,3- 
d]pyrimidin-2-yl] -N 1 - (5 -nitro-2 -pyridinyl) -, hydrochloride (9CI) (CA 
INDEX NAME) 
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CI 



•x HCl 



RN 344 95 8-31-2 CAPLUS 

CN 2 , 6-Pyridinediamine, N6- [2- [ [4- (2 , 4 -dichlorophenyl) -5,6,7,8- 

tetrahydropyrido [4 , 3-d] pyrimidin-2 -yl] amino] ethyl] -3-nitro- , hydrochloride 
(9CI) (CA INDEX NAME) 




CI 



•x HCl 



RN 344 958-32-3 CAPLUS 

CN 3-Pyridinecarbonitrile, 6- [ [2- [ [4- (2 , 4 -dichlorophenyl) -5,6,7,8- 

tetrahydropyrido [4 , 3 -d] pyrimidin-2 -yl] amino] ethyl] amino] - , hydrochloride 
(9CI) (CA INDEX NAME) 




CI 



• x HCl 
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RN 344958-35-6 CAPLUS 

CN 2, 6-Pyridinediamine, N6- [2- [ [4- (2 , 4 -dichlorophenoxy) -5,6,7,8- 

tetrahydropyrido [4, 3 -d] pyrimidin-2 -yl] amino] ethyl] -3-nitro- , hydrochloride 
(9CI) (CA INDEX NAME) 




N0 2 



CI 



• x HC1 

RN 344958-38-9 CAPLUS 

CN Pyrido [4 , 3 -d] pyrimidine-2 , 4 -diamine, N2- [2- [ (6 -amino- 5 -nitro-2 - 

pyridinyl) amino] ethyl] -N4 - (2 , 4-dichlorophenyl) -5,6,7, 8 -tetrahydro- , 
hydrochloride (9CI) (CA INDEX NAME) 




N0 2 



CI 



• x HC1 

RN 344958-43-6 CAPLUS 

CN Pyrido [4, 3-d] pyrimidin-2 -amine, 6-acetyl-N- [2- [ (6-amino-5-nitro-2 - 

pyridinyl) amino] ethyl] -4- (2 , 4-dichlorophenyl) -5, 6, 7, 8 -tetrahydro- (9CI) 
(CA INDEX NAME) 
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RN 344958-44-7 CAPLUS 

CN Pyrido [4, 3 -d] pyrimidin-2 -amine , 6-acetyl-N- [2- [ (5-cyano-2- 

pyridinyl) amino] ethyl] -4- (2 , 4 -dichlorophenyl) -5,6,7, 8-tetrahydro- (9CI) 
(CA INDEX NAME) 




CI 

IT 344958-45-8P 344958-46-9P 344958-47-0P 
344958-48-1P 344958-49-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(prepn. of pyridopyrimidines as inhibitors of glycogen synthase kinase 

3) 

RN 344958-45-8 CAPLUS 

CN Pyrido[4,3-d]pyrimidine-6 (5H) -carboxylic acid, 4- (2 , 4 -dichlorophenyl) -7, 8- 
dihydro-2- [ [2- [ (5-nitro-2 -pyridinyl) amino] ethyl] amino] - , 1, 1-dimethylethyl 
ester (9CI) (CA INDEX NAME) 



t-BuO-C 




NH- CH2-CH2-NH 
N K 




N0 2 



RN 344958-46-9 CAPLUS 

CN . Pyrido[4,3-d]pyrimidine-6(5H) -carboxylic acid, 2- [ [2- [ (6-amino-5-nitro-2 - 
pyridinyl) amino] ethyl] amino] -4- (2 , 4 -dichlorophenyl) -7 , 8 -dihydro- , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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CI 



RN 344958-47-0 CAPLUS 

CN Pyrido [4, 3 -d] pyrimidine-6 (5H) -carboxylic acid, 2- [ [2- [ (5-cyano-2- 
pyridinyl) amino] ethyl] amino] -4- (2 , 4-dichlorophenyl) -7, 8-dihydro- , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 344958-48-1 CAPLUS 

CN Pyrido [4, 3 -d] pyrimidine-6 (5H) -carboxylic acid, 2- [ [2- [ (6-amino-5-nitro-2- 
pyridinyl) amino] ethyl] amino] -4 - (2 , 4-dichlorophenoxy) -7,8 -dihydro- , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 




RN 344958-49-2 CAPLUS 

CN Pyrido [4, 3-d] pyrimidine-5 (6H) -carboxylic acid, 2- [ [2- [ (6-amino-5-nitro-2- 
pyridinyl) amino] ethyl] amino] -4- [ (2 , 4-dichlorophenyl) amino] -7, 8 -dihydro- , 
1, 1-dimethylethyl ester (9CI) (CA INDEX NAME) 
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(FILE 1 HOME ' ENTERED AT 17:30:53 ON 08 MAY 2 003) 

FILE ' REGISTRY 1 ENTERED AT 17:31:02 ON 08 MAY 2003 
LI STRUCTURE UPLOADED 

L2 12 S LI FUL 

FILE ' CAPLUS' ENTERED AT 17:31:34 ON 08 MAY 2003 
L3 1 S L2 

=> log y 

COST IN U.S. DOLLARS SINCE FILE 

ENTRY 

FULL ESTIMATED COST 4.95 

DISCOUNT AMOUNTS (FOR QUALIFYING ACCOUNTS) SINCE FILE 

ENTRY 
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TOTAL 
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TOTAL 
SESSION 
-0.65 
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